FEB. 9. 2005 4:48PM AVENTIS US PAT OEPT 



NO. 2131 P. 4 



This listing of claims will replace all prior versions and listings of claims in the application. 
Listing of Claims 

1. (Currently Amended) An acylated indanyl amine according to the general 
formula ff) in any of its stereoisomeric forms or a mixture thereof in any ratio or a 
pharmaceuticaUy acceptable salt thereof 




wherein 

R 1 and R 4 are independently from each other selected from the group consisting of 
H; 

unsubstituted and at least monosubstituted Ci-Cio-alkyl, C 2 -Cio-aIkenyl and C 2 -C 10 - 
alkynyl, the substituents of which are selected from the group consisting of P, OH, Ci-C 8 - 
alkoxy, (d-CB-alkyl^nercapto, CN, COOR«, CONR 7 R 8 , and unsubstituted and at least 
monosubstituted phenyl and hotoroaryl , the substituents of which are selected from the group 
consisting of halogens, pseudohalogens, Ci-C 3 -alkyl, Ci-C 3 -alkoxy and CF 3 ; 

unsubstituted and at least monosubstituted phenyl and hetoroaryl , the substituents of 
which are selected from the group consisting of halogens, pseudohalogens, C r C 3 -alkyl, Q- 
Cs-alkoxy and CF 3 ; 

R 9 CO; 

COOR 12 ; 
CFj; 

halogens; 

pseudohalogens; 

NR I5 R 14 ; 

OR 15 ; 

S(0) m R 16 ; 

S02NR ,7 R 18 ; 

and N0 2 ; 

R andR are independently from each other selected from the group consisting of: 
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halogens; 
pseudohalogens; 

unsubstituted and at least monosubstjtuted Ci-C, 0 -alkyl the substituents of which are 
selected from the group consisting of OH? and phenyl, and hctproaryl; 



OH; 

Ci-C I0 -aIkoxy; 

phenoxy; 

S(0)JR 1!> ; 

CF 3: 

CN; 

N0 2 ; 

(Cj-Cjo-alkyOamino; 

di(Ci-Cio-alkyl)amino; 

(d-C^alkyl^CONH-; 

unsubstituted and at least monosubstituted phenyl-CONH- and phenyl-SCVO-, the 
substituents of which are selected from the group consisting of halogens, pseudohalogens, 
CH 3 and methoxy; 

(Ci-C6-alkyl)S0 2 -0-; 

unsubstituted and at least monosubstituted (C r C6-alkyl)CO, the substituents of which 
are selected from the group consisting of F and di(Ci-Ci-alkyl)amino, pjTrolidinyl and 

^rrpnTXTZvuTT^ri j 

and phenyl^CO, the phenyl part of which can be substituted by one or more 
substituents from the group consisting of Ci-CValkyl, halogens and methoxy; 

A is selected from the group consisting of CH 2 , CHOH and CH-(Ci-C 3 -alkyl); 

B is selected from the group consisting of CR 2 and CH~(Ci-C 3 -alkyl); 

R 5 is a benzori,31 dioxole group opti onally substituted with *™rn ff0xip IIctai of 

whioh can bo UDnubsticutod or ca rr y one or more substituents selected from the group 
consisting of: 

halogens; 

pseudohalogens; 

NH 2 ; 

unsubstituted and at least monosubstituted C,-C 10 -aikyl, C 2 -C 10 -alkenyl, C 2 -Cio- 
alkynyl, C,-CValkoxy, (Ci-C 10 -alkyl)annno, and di(C r C 10 ^alkyl)arnino, the 
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substituents of which are selected from the group consisting of F, OH, Ci-Cg-alkoxy, 

aiyloxy* (Ci-C8-alkyl)mercapto, NH 2 , (Ci-Cg-alkyOamino, and di(Ci-C 8 -alkyl)amino; 

C 3 -C5-alkandiyl; 

phenyl; 

heteronrylj 

aryl- or hctcroaryl - s ubstituted Ci-C^-alkyl; 

CF 3 ; 

NO* 

OH; 

phenoxy; 

benzyloxy; 

(Ci-Ci(ralkyl)COO; 

SCO)^ 20 ; 

SH; 

phenylamino; 

bcnzylamino; 

(Ci-Cio-alkyl)-CONH-; 

(Ci-C 1Q -alkyl)-CON(Ci-C 4 -alkyl)-; 

phenyl-CONH-; 

phenyl-CON(Ci-C^alky3)-; 

hotoroaryl CONH ; 

heterottryl CONCCj .- ^ alkyl) ; 

(C^C l0 -alkyl)-CO; 

phenyl-CO; 

het e roary] CO; 

CF3-CO; 

-OCH2O-; 

-OCF2O-; 

-OCH 2 CHjO-; 

-CH2CH2O-; 

COOR 21 ; 

CONR^R 23 ; 

CNH(NH2); 

S0 2 NR 24 R 2J ; 

R^SOiNH-; 

R^SOiNCCi-Q-alkyl)-; 
and oatuiQtod and-at-least monounsatepa te d - aliphatict mononucl e ar 5 to 7 membered 
h e t e rocycl e s containing 1 to 3 hetsroatoms selected from the group consiating of N, O and 
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2 9 whi c h h ctc ro c ycl e ^ can be wbgflteted K y we ™* sgbsgtBeate nr>iAntP.ri from th e group 
consisting of halog e ns, - Gj-feralkyl, C+ CU all c oxy, Oil, oxo and CF^ r rad - whcroin add 
hctcrocycloG oon optionally b e condensed to tho said group Ar or the said group Hotor, 

and wherein all aryl, hotcropryl, - phenyl, aryl-containing, hotorooryl containing and 
phenyl-containing groups, which arc optionally present in the said substituents of the om& 
group Ar or tho aaid group Hetar benzorL31dioxofe group can be substituted by one or more 
substituents selected from the group consisting of halogens, pseudohalogens, Ci-C3-alkyl, 
OH, (VCs-alkoxy, and CF 3 ; 

R 6 is selected from the group consisting of: 
H; 

Ci-Cio-allcyl, which can be substituted by one or more substituents selected from the 
group consisting of F* Ci-C&-alkoxy, and di(Ci-C8-alkyl)amino; 

aryl-(C, -Q-alkyl) and hotoroaryl (C+^ - olky]), which can bo optionally substituted by one or 
more substituents selected from the group consisting of halogens, Ci-C 4 -alkoxy, and di(Ci-Q- 
alkyl)amino; 

R 7 is selected from the group consisting of: 
H; 

Ci-Ci<ralkyl which can be substituted by one or more substituents selected from the 
group consisting of F 3 Ci-Cg-alkoxy, di(Ci-C8-aIkyl)amino and phenyl; 
phenyl; and 
indanyl; 
and hctorooryl; 

and wherein each of the aforementioned aromatic groups can be unsubstituted or carry one or 
more substituents from the group consisting of halogens, pseudohalogens, Ci-C3-alkyI, C1-C3- 
alkoxy and CF3; 

R B isHorCi-Cio-alkyl; 

R 9 is selected from the group consisting of: 

Ci-Cio-alkyl which can be unsubstituted or carry one or more substituents from the 
group consisting of: F, (Ci-d>alkoxy, di(C r Cralkyl) amino; 

and unsubstituted and at least monosubstituted phenyl and hotoroaryl, the substituents 
of which are selected from the group consisting of Ci-C 3 -alkyl 7 Ci-C3-alkoxy, halogens, 
pseudohalogens, and CF3; 
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R independently has the same meaning as R 7 ; 

R u independently has the same meaning as R 8 ; 

R 12 independently has the same meaning as R 6 ; 

R 53 is selected from the group consisting of: 
H; 

C-Q-alkyl; 

unsubstituted and substituted phenyl, benzyl, h e terooryl, (C r CVaUcyl)-C0 9 and 
phenyl-CO, and heteroaryl - GQ ? da© substitnents of which are selected from the group 
consisting of halogens, pseudohalogens, Ci-Cs-alkyl, Ci-C 3 -alkoxy, and CF 3 > 
and wherein one or more of these substituents can be present; 

R 14 independently has the same meaning as R 13 ; 

R 15 is selected ftom the group consisting of: 
H; 

CrCio-alkyl; 

(Ci-C 3 -aIkoxy)-Ci-C 3 ~alkyl; 

and substituted and unsubstituted benzyl, and phenyl and h e teroaryl , the substituents 
of which are selected from the group consisting of halogens, pseudohalogens, C r C 3 -alkyl, Ci- 
C3-alkoxy, and CPs, and wherein one or more of these substituents can be present; 

R 16 is selected from the group consisting of: 

Ci-Cio-alkyl which can be substituted by one or more substituents selected from the 
group consisting of F, OH, d-CValkoxy, aryloxy, (Ci-Cs-alkyl)mercapto, (Cj-C 8 -alky])amino 
and di(Ci -CB-alkyl)amino; 

CF 3 ; 

and substituted and unsubstituted phenyl and hotororuyl , the substituents of which are selected 
from the group consisting of halogens, pseudohalogens, Ci-C 3 -alkyl, Ci-C 3 -alkoxy and CF 3 , 
and wherein one or more of these substitutents can be present; 

R 17 independently has the same meaning as R 7 ; 
R 1S independently has the same meaning as R 8 ; 
R 19 independently has the same meaning as R w ; 
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R 20 independently has the same meaning as R ; 
R 21 independently has the same meaning as R*; 
R 22 independently has the same meaning as R 7 ; 
R 23 independently has the same meaning as R 8 ; 
R 2 * independently has the same meaning as R 7 ; 
R 25 independently has the same meaning as R 8 ; 
R 26 independently has the same meaning as R 16 ; 
R 27 independently has the same meaning as R 16 ; 

heteroaiyl is a 5 to 10 mcmbercd, aromatic, mono or tricyclic hotorocyolo containing one or 
jnoro hotoroatoms selected from tho group consisting of N, Q and S; 

tho group Hctar is a 5 to 10 jnomborcd,- aromatic, mono ■ or bioyolio hotorocycle containing 
one or mom hotoroatomo selected from the group consisting of N, O and - S ? 

aryl is phenyl, naphth-l-yl or naphth-2-yl; aid 

the group Ar ia phenyl, naphth 1 yl ornaphth - 2 yl; 

m is 0, 1 or 2; 

with th e proviso that, in oaoo R^ ^^fld^-a ^alt -' H, R*"is not nnsubstitutod phenyl, 
unsubotituted pyridyl, phenyl monooubstituted with halogon, 5 ohloro - 3 ethoxyph s nyU 5 
chloro 2 mothoxyphonyl, 5 bromo - 2 m e thd>xyphenyl, or quinoxalin 2 yl; in oaoo R* - is - phcnyl, 
A is not CHQH, R* is not m o thoxy or mothyl, R* is not mothyl or B io not CH CH3-; in cas e R* 
io NO A , R*is not 3 chloroph e n yt. 

2. (Currently Amended) An acylated indanyl amine in any of its stereoisomeric 
forms or a mixture thereof in any ratio or a pharmaceutical^ acceptable salt thereof according 
to claim 1, wherein in the formula (3): 
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R 1 is selected from the group consisting of: H; Ci-CU-alkyl; Ci-Q-alkoxy; CF 3 ; 
halogens; pseudohalogens; (CrC4-alkyl)-S(OW; and unsubstituted and at least 
monosubstituted phenyl and hotoroaryl, the substituents of which arc selected from the group 
consisting of halogens, pseudohalogens, Ci-C^alkyl, Ci-CValkoxy^ and CF 3 , andwhoroin 
hotoroaryl is selected from the group consisting of 5 and 6 membercd hotorocyclco 
containing on e or more hotcroatomQ from the group consisting of N, O, and S ; 

2 3 • 

R andR are independently from each other selected from the group consisting of: H; 
halogens; pseudohalogens; and Ci-C3-alkyI; 

R 4 independently has the same meaning as R 1 ; 

A is selected from the group consisting of CH2 and CHOH; 

B is selected from the group consisting of CH2 and CH-CH 3 ; 

R 5 is a benzoyl dioxole fi roup optionally substituted with group Ar or - q group tfetag 
b oth of whioh can be unaubstitutcd or oarry one or more substituents selected from the group 
consisting of: halogens; CN; NH 2 ; unsubstituted and at least monosubstituted Ci-C 8 -alky1, 
C^-Cg-alkenyl, C 2 -A-alkynyl, C,-C B -aIkoxy, (Ci-Cg-alkyl)amino, and di(Ci<Valkyl)amino, 
the substituents of which are selected from the group consisting of F, Ci-CValkoxy, phenoxy, 
(Ci-C 6 -alkyl)mercapto, NH 2f (Ci-C6-alkyI)amino, and di(Ci^-alkyl)amino; C 3 -C5-alkandiyl; 
pheny l; h e teroaryl; phenyl- er heteroaryl s ubstituted Ci-C 2 -alkyl; CF 3 ; OH; phenoxy; 
benzyloxy; (Cj-Q-aUcyOCOO; S(0) m (C 1 -C6)-alkyl; S(0) m -phenyl; S(G» B - h e t e roa^ 4r SH; 
phenylamino; benzylamino; (Ci-Q-alkyD-CONHs (Cj-^alkylJ-CONCCi^-alkyl)-; phenyl- 
CONH-; phenyl-CON(C r C 4 -alkyl)-; hetcroaryl COMI ; hetcroaryl CON(C^ -alkYtH (Ci- 
C 6 -alkyl)-CO; phenyl-CO; hcteroary] CO; CF 3 -CO; -OCH 2 0-; -OCF 2 0-; -OCH2CH2O-, - 
OfcCHiO-; COOCC-Q-alkyl); -CONHs; -CONHCd^-alkyl); -CONCdiCd^-alkyl)); 
CNH(NH 2 ); -S0 2 NH 2 ; -S0 2 NH(Ci-C6-alkyl); -SOaNHfrhenyl); -SO^diCQ-C^alkyl)); (C r 
Qs-alkyDSOsNHs (Ci-Qj-alkyOSOzNCC^Cg-alkyl)-; phenyl-SOsNH-; and phenyl-SOaNCQ- 
C 6 -alkyl)s hetcroaryl SO^tH ; hetcroaryl 50^(0^ allcyl) ; and naturatcd and at lcaflt 
monounisaturatQd aliphatic, mononucloar 5 to 7 mombcrcd hotcrocyclog containing 1 to 3 
h e teroatomo selootod from tho group ooncisting of N, 0 7 and S, which h e terooyclos can bo 
subotitutod by ono or more imbstituonto selected from the group consisting of halogens, Q rGs- 
afeyfr-GrG a olkoxy, OH, oxo and GP^ r andwhcroin said hoterocyeloG can optionally bo 
condensed to the said group Ar or tho said group Hotar; and wherein all hotoroaryl, phenyl 7 
hotoroar/I containing and phenyl-containing groups, which are optionally present in the said 
substituents of the benzori.31 dioxole faroup said group Ar or the said group Hotar, can be 
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substituted by one or more substituents selected from the group consisting of halogens, 
pseudohalogens, Ci-C 3 -alkyl, OH, Ci-Ca-alkoxy, and CF 3 ; 

hotoroaryl is d 5 to 10 mombcred, aromatic, mono or bioyolio - hotcrocycl e containing 
ono or more het e roatom s selected from tho group consisting of N, O, and S; 

ihe-g roup Hotar ia n 5 to 10 mombered, oromatic r mono or tricyclic hotorooyob 
e ontnining ono or more heteroatomo oolocted from tho group consisting of N, O, and S; 

tho group Ar io phenyl, nnphth 1 - yl or naphth 2 yl ; and 

m is 0 Or 2. 

3. (Currently Amended) An acylated indanyl amine in any of its stereoisomeric 
forms or a mixture thereof in any ratio or a pharmaceutical^ acceptable salt thereof according 
to claim 1, wherein in the formula (T): 

R 1 is H, halogen or Ci-Gralkyl; 

R 2 and R 3 are each H; 

R 4 independently has the same meaning as R 1 ; 
A is CH 2 ; 
B is CH,: 

R 3 is a benzon,31 dioxole group optionally substituted with phenyl or - a group Hctar 
both of which oan be unsubstitatod or carry one or mare substituents selected from the group 
consisting of: halogens; CN; NH 2 ; unsubstituted and at least monosubstituted Ci-Q-alkyl, 
QrCe-alkenyl, C 2 -C 6 -alkynyl, C r C 3 -aIkoxy, (Ci-C 4 -alkyl)amino, and di(Ci-CU-all:yl)amino f 
the substituents of which are selected from the group consisting of F, Ci-C3-alkoxy, (C1-C3- 
alkyl)mercapto, and NH2; C 3 -C5-alkandiyl; phenyl; hotoroaryl; phenyl- or hotorooiyl 
substituted Ci-C 2 -alkyl; CF 3 ; OH; (Cj-C A -allcyl)COO; SCO)* (Ci-C 4 >allcyl; (Ci-C4-alleyl)- 
CONH-; (Ci^4-alkyl)-CON(Ci-C4-alkyl>; (d-Ca-alkyD-CO; phenyl^CO; hctcroaryl CO; 
CF3-CO; -OCH2O-; ^OCF 2 0-; OCH 2 CH 2 0-; -CH 2 CH 2 0-; COO(C,-C6-alkyl); -C0NH 2 ; - 
CONH(Ci-C 4 -alkyl); -CON(di(Ci-C*-alkyl)); CNHfNH^; -S0 2 NH 2 ; ^02NH(Ci-C4-alkyl); - 
SOzNHCphenyl); ^0^(dS(CrC4-alkyl)); (Ci-C 4 -alkyl)S02NHs and (C r C 4 -alkyl)SCbN(Cr 
Q-alkyl)-; and saturated and at least monemnsaturatod aliphatic, roononuoloar 5 to 7 
aeaaborod h e t e rocyofoo oontaining 1 to 3 hotcroatoms selected from the group consisting of 
N r 0, and S, which hotorocyclos can bo Gubotitutcd by on e or moro oubfltituonts selected from 
the group conoioting of halogens, C+ allcyl, Q. C3, alkoxy, OH, oxo and CF^ and wherein 
said hotorooyoleo can optionally bo oondensed to th e said phenyl or the oaid group JHetar; and 
wherein all hctcroaryl, phenyl , hotoroaryl containing and phenyl-containing groups, which are 
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optionally present in the said substitucnts of the benzof!31 dioxole group said phony! or tho 
said group Hote , can be substituted by one or more substituents selected from the group 
consisting of halogens, pseudohalogens, Ci-Cj-alkyl, OH, Ci-C 3 -alkoxy, and CF 3 ; 

heteroaiyl is a 5 to - 10 mcmborod, aromatic, mono— or tricyclic heterocyelo containing 
one, two or three heteroatoma aoloctcd from tho group conaioting of N, O, and S ? 

the group Hotor io m e mb e red, aromatic, mono or bicyclic^iotorocyclG 

containing one, two or throo - h e teroatoms sel e cted from tho group conoiating of O, andS j 

m is 0 or 2. 

4, (Currently Amended) An acylated indanyl amine in any of its stereoisomers 
forms or a mixture thereof in any ratio or a phannaceutically acceptable salt thereof according 
to claim X, wherein in the formula (I) 

R 1 is H, halogen or Ci-C 4 -alkyl; 

R 2 and R 3 arc each H; 

R 4 independently has the same meaning as R 1 ; 
A and B axe each Clfc; 

R 5 is benzofL31 dioxole group optionallv substituted with ph e nyl or a group Hotar 
both of which can be unsubatitutod or carry one or more substituents selected from the group 
consisting of: F; CI; Br; Ci-C 3 -alkyl; Ci-C 3 -alkoxymethyI; 2-ainino-3 7 3*3-tiifluoro-propyl-; 
CF 3 ; C 3 -C5-alkandiyl; phenyl; hotoroaryl; benzyl; hetcroaryl mothyl; OH; Ci-Q-alkoxy; 
phenoxy; trifluoromethoxy; 2,2,2-trifluoroethoxy; (C]-G4-aIkyl)COO; (C 1 -C 3 -alkyl)msrcapto; 
phenylmeicapto; (Ci-C 3 -alkyl)sulfonyl; phenylsulfonyl; NH 2 ; (Ci-C 4 -alkyl)amino; di(Ci-CU- 
alkyl)amino; (Ci-Cs-alkyl^ONH-; (CK^-alkyl^OzNHs (C r C 3 -alkyl>CO; phenyl-CO; - 
OCH 2 Os -OCF 2 Os -CH2CH2O-; COO(C 5 -C 4 -alkyl); -CONH 2 ; -CONHCd-C^alkyl); - 
CON(di(Ci-C 4 -alkyl)); CN; -SO2NH2; ^0 2 NH(C 1 -C4-alkyl) ; ^-S0 2 N(di(C2-C4-altyl)); 
pyrrolidinyl; piporidinyl; morpholinyl; and thiomorpholinyl^ and wherein all heteroaryl 7 
phenyl 7 hetcroaryl containing and phenyl-containing groups T which are optionally present in 
the-gaid substituontiHrf - the said phenyl or the ooid group Hetar, said benzoQ,31 dioxole group 
can be substituted by one or more substituents selected from the gxoup consisting of halogens, 
pseudohalogens, Ci-C 3 -alkyl, OH, Ci-C 3 -alkoxy, and CF 3 i 

heteroaryl ia aolootod from th e group conaiating of: furyl, pyrrolyl, thionyl, thiazolyi ? 
isethiazolyl, oxazoly], iooxazolyl, pyrazolyl, imidaeolyl, pyridazinyl, pyrazinyl, pyridy ty 
pyrimidinyl, bonzoimidazolyl , b onsothiazolyl, bcnzoxaaolyl, quinolinyl, iaoquinolinyl, 
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quinoxolinyl, quinazolyl, indolyl, bonzofuranyl, bonzodioxolyl, bon£Othiophonyl, and 
indazolyH 

tho group Hotar io oolootcd from the group oonflioting of: furyl^ pyrrolyl, thi e nyl, 
thifloolyl, ioothiQEolyl, oxagolylj iooxazolyl, pyrazolyl, imidazolyl, - pyridazinyl, pyrazinyl, 
pyridyl, pyrimidinyl, bonzoimidagolyl, bomaothiozolyl, bongoxazolyl, quinolioyl, 
isoquinoHnyl, quinoxolinyl r quinozolyl, indolyl bonzofuranyl, beagodioxolyl, 
bcnzothiophonyl, and indnzolyL 

5, (Cuirently Amended) An acylated indanyl amine in any of its stereoisomers 
forms or a mixture thereof in any ratio or a phannaceutically acceptable salt thereof according 
to claim 1, wherein in the fonnula (I): 

R 1 is H, halogen or Ci-C 4 -aIkyI; 

R 2 , R 3 and R 4 are each H; 

A and B are each Clfc; 

R 5 is selected from the group consisting of: 4- fluorophonyl, 4 ohlorophonjl, 4 
biomophonyl, l - CC^ - Q - alkoxyj - phony^ ^ - trifluOTomethoxyphenyl,^ brom^ 1 fluorophonyl, 
2 ohloro 4 fluorophonyl, 3,4 dimethylphcnyl - r 2 > 4- diincth3'lphonyl, 4 ohloro 2 mothylphenyl, 
2 - hydroxy -4- mcthyIphcnyl > 2 - hydroxy -4- othoxyphcnyl ? - 2 - mcthox3 r 1 mothylphonyl, 4 
phcnoxyphenyl, 3-fluoro 4 mcthylphcnyl, benzo[l 7 3]dioxoI-5-yl, and 2,2-difluoro- 
benzof 1 *3] dioxol-5-yl , 2,3 - dihydrob e nzofuran 5 yl, 1 ( 4 chloro-phenyl)-5-trifluoromcthyj- 
lH - pyrazoIe -4- yl, l - ( 4- fluoro - phenyl) 3,5 dimethyl 1H pyrazo! e-4- yl 7 lH - benzotriazolo - g - yl ? 
1H indole 4 yl, IH indol e 6 yl y 1 isopropyl 2 trifluorom e thyl 1H benzoimidazoIe - 5 - yl, 1 - 
mcthyl - 3 - oxo - l y 2,3, 4- totrahydro quinoxoline 6 yl, 1 phenyl 5 - tiifluoromcthyMH - pyrozoIo 4 
yl T 2 (2 hydroxy pyridin 4 yl) 1H benzoiinidazole 5 yl, 2 ( 4 cyano phenyl) 1H - 
bcnzoimidazole 5 yl 7 2 7 4 dimethyl oxazolo 5 yl, 2/1 - dim e thyl pyrimidinc 5 yl, 2,4 dimethyl 
thiazolo 5 yl, 2,5 dimothyl 1H pyrrole 3 yl, - 2,5 - dimcthyl 1 phonyl 1H pyrrolo 3 yl, 2,5 
dimethyl 1 pyridin 4 ylmothyl 1H p) r rrolo -3- yl, - 2r5 - dimcthyI 2H pyraaolo 3 yl, 2,6 dichloro 
pyrid 3 yl, 2,6 dimothoxy pyrid 3 yl, 2,6 dimothyl pyrid 3 yl, 2 amino 4,6 dimothyl pyrid 3 
yl, 2 amino 6 chloro pyrid 3 yl, 2 amino pyrid 3 » yl 7- £ chloro 6 m e thyl pyrid 3 yl, 2 chloro 
pyrid 4 yl, 2 cyclopropyl 4 methyl thiazol e 5 yly 3 dim e thylamino 4 methyl thiazol e 5 yl^ 3 
dimethylamino pyrid 4 yl, 2 e thyl 5 m e thyl 2H - pyrazol e 3 yl,-2 hydroxy 6 m e thyl pyrid 3 
yl, 2 mothyl 1H bonzoimidajsolo 5 yl, 2 methyl 3H bcnzoimidazolo 5 yl, 2 mothyl pyrid 3 
yl, 2 - mcthyI - 6 "trifluoromcthyl - pyrid - 3 - yl, 2 - mcthyl - thiazolc 5 yl, 2 morpholin 4 yl pyridin 
4 yli 2 moipholin 4 yl pyximidin e 5 yl, 2 pyirolidin 1 yl pyridin -4- yl, 3,5 - dimothyl 1H 
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pyrazolo 1 yl y 3 amino 5,6 dimethyl pyrozine - 2 - yh 3 amino 5 methyl pyrazino 2 yl, 3 
amino pyrazine 3 yl t 3 - dimothylaipino 4 m e thyl phonyl, 3 dimethyl nm ino phenyl, 3H 
bonzoimidazolo 5 yl, HLbonzoimidazole 5 yV3 mothancoulfonylamino 3 methyl phenyl 3 
rocthanoQulfonylammo phonyl, 3 methyl ifioxazoIo -4 yl, 3 moipholin \ yl - phenyl, 3 
piporidin 1 yl - phenyl, 3 pyrrolidin 1 yl phenyl, 1 (2,2,2 trifluoro cthoxy) phonyl, 1,6 ■ 
dimethyl pyrid 3 yl, 4 amino 2 othylsulfnnyl pyrimidine 5 yl ? 4 amino 3 methyl ■ pyrimidin e- 
5- y l y — 4 chloro 3 mcthane^Iibnylamino phenyl, 4 oMoro - 3 - sulfamoyl phonyl, 4 methyl 3 
mcthylamino - phonyl, 4 methyl thiasolo 5 yh pyridine 2 yl, 5,6,7, 8 totrahydro - quinolinc - 3 yl, 
5 amino 1 phenyl 1H pyrazolo 4 yl, 5 m e tfemoaulfonjl - 2 m e thyl phonyl 5 methyl 1 phenyl- 
1H pyrazole A yl, 5 methyl - igoxazolo 3 yl, 5 methyl pyrid 3 yl, 5 methyl pyrazino 2 yl, 6 
chloro pyrid 3 yl, 6 cyano pyrid 3 yl, 6 dimothylamino pyrid - 3 yl, 6 e thynyl pyrid 3 yl, 6 
mothoxymothyl - pyrid 3 yl, 6 mothoxy pyrid 3 yl, 6 methyl 2 methylamino pyrid 3 yl, 6 
mcthylamino pyrazine 2 yl, 6 mothyl - pyrid 3 yl, 6 morpholin -4 yl pyrid 3 yl, 6 pyrrolidin 1 
yl pyrid 3 yl, imidago[l,2 ajpyridinc 2 yl, 6 trifluoromothyl pyrid 3 ylrpyrimidinc 4 yl, 4 
mothyloulfanylph e nyl, - 4 othylsulfanylphonyl, 3 mcthoxycarbonylphonyl, <1 
mothoxycarbonylphonyl, 3 othoxycarbonylphcnyl, 4 e thoxycarbonylphcnyl, 2-bromo 4 
e Worophenyl, 2,3 diohlorophcnyl, 3 ohloro 4 (propane 2 sulfonyl) thiopheno - 2 yl, 4 bromo - 
3 ohloroph e nyl, 4 mothoxyphcnyU A othoxyphenyl, 3 methoxyphonyl, 3 othoxyphenyl, 2 
mothyl thiophen e 3 yl r 3 chloro 4 mothyl thiophene - 2 yl, 5 bromo thiopheno 2 yl, 5 chloro - 
thiopheno 2 yl, 5 methyl thiophene 2 yl, 4 methyl thiophene 2 yl, 3 methyl thiophene 2 yl, 
5 aootyl thiophen e 2 yl; pyridine 3 yl, pyridine 4- yl, 4 trifluoromothyl phenyl, 4 
othylommophonyl, 4 mothylamjnophonyl, 2 aminophenyl, 1 bromo-2-fIuoro phenyl, 2 
chloro phenyl, 3 ehloro -4 m e thyl phenyl, 4 chloro 3 methyl phenyl, 2 chloro 3 mothyl 
phenyl, 2 morhyl - phenyl, 2 acotoxy 4 - metbyl phonyl, 2 acctoxy - 4 ethox - y-phonyl, 2 acctoxy 
4- mcthoxy phenyl, 4 trifluoromothylsulfanyl phonyl, naphthalene 3 yl» 1,1 dimethyl indan 1 
yl, 3 jpobutyrylamino phenyl, 3 (2^2 - dimethylpropionylaminQ) - phenyl 7 2 bromophonyl, 2 
fluorophonyl, 3 bromo 5 - methyl thiophene 3 yl 3 chloro 6 fluoro bonzo[b1thiophono 2 yl 
and 3,4 diohtoro - benzotbjthiophcnc 2 yl . 

6. (Currently Amended) An acylated indanyl amine or a phaimaceutically 
acceptable salt thereof according to claim 1, which is sorted from the group concioting of: 
N indan 2-yI-4 trifluoromothyl benzamide, 5 bromo thiopheno 3 carboxylic aoid indan 2 
ylamide, 2 hydroxy N indan 3 yl 1 methyl b e nzamido, 4 othylgulfanyl N indan 2 yl - 
benzamide, 2,2-difluoro-benzo[13]dioxole-5-carboxylic acid indan-2-ylamide , 3,5 dimethyl 
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l - pyridin -4- ylmethyMH - pyrrole 3 carboxylic acid indan-2-yIamidc, 2,3-dihydro bonzofimm 
5 carboxylic acid indnn 2 ylamido, 1H indole 6 cmboxyUc acid mdan - 3 - ylornidc, aectio aoid 
2 (indan - 2 ylcarbamoyl) 5 ■ ii^thyl - pl^nyl^stor r S -' aniinQ N indan 2 > yl benzamidc, 2,5 - 
dkaethyl - lH pyrrolg -g ^&fboxylie - acid - indxm 3 ylamido, 5 methyl thioph e n e 2 carboxylic 
acid indan 2 ylamido, 3 chloro 4 m e thyl thiophene - 2 - carboxyliG - acafljndan 2 ylomido, 3 
methyl thiophono 2 oorboxylio acid indan 3 ylamido, N indan 2 yl 4 mothylainino 
boazamido, N indon 2 yl 4 mcthyloulfanyl bongamido, 3 chloro 4 (propan e 2 sulfonyl) 
thiophene 2 oorboxylio aoid indan 2 ylamido, 5 mothyl-1 - phenyl 1H pyrazol e 4 carboxylio 
acid indan - 2 - ylamidCi 5 - acctyl - thiophcno - 2^ carboxylio aoid indan - 2 ylamido, and 2 chloro-N- 
indan 2 yl 6 methyl nicotinami de, 

7. (Withdrawn) A method of stimulating the expression of endothelial NO- 
synthase in a mammal, which method comprises administering to said mammal a 
physiologically active amount of a compound according to the general formula (I) in any of its 
stereoisomeric forms or a mixture thereof in any ratio or a pharmaceutically acceptable salt 
thereof 



wherein, in said formula (Q, 

R 1 and R 4 are independently from each other selected from the group consisting of: H; 
unsubstituted and at least monosubstituted Ci-Cio-alkyl, C2-Cifr-alkeny] and Cz-CiQ-dkynyly 
the substituents of which are selected from the group consisting of F, OH, C r C 8 -alkoxy 7 (Ci- 
Cg-alkyI)mercapto, CN, COOR 6 , CONR 7 R 8 , and unsubstituted and at least monosubstituted 
phenyl and heteroaryl, the substituents of which are selected from the group consisting of 
halogens, pseudohalogens, C1-C3- alky], Ci-Cj-alkoxy and CF 3 ; unsubstituted and at least 
monosubstituted phenyl and heteroaryl, the substituents of which are selected from the group 
consisting of halogens, pseudohalogens, Ci-C 3 -alkyl, Ci-Cs-alkoxy and CF 3l R 9 CO; 




.1 



R 4 



(I) 



13 of 27 



DEAV2001/0004 US NP 



PAGE 15/29 * RCVD AT 2/9i2005 4:42:41 PM [Eastern Standard Time] * SVR:USPT0-EFXRF-1/2 * DNIS:8729306 ^ CSID:908 231 2626 ^ DURATION (mm-ss):09-00 



FEB, 9. 2005 4:51 PM AVENTIS US PAT OEPT 



NO. 2131 P. 16 



CONR ,0 R a ; COOR 12 ; CF 3 ; halogens; pseudohalogens; NR I3 R 14 ; OR 15 ; S(0)mR 16 ; 
S02NR 17 R 18 andN02; 

R 2 and R 3 are independently from each other selected from the group consisting of: 
H; halogens; pseudohalogens; unsubstituted and at least monosubstituted Ci-CValkyl the 
substituents of which arc selected from the group consisting of OH, phenyl, and heteroaryl; 
OH; Ci-Cto-alkoxy, phenoxy; SfO)^ 19 ; CF 3 ; CN; NO2; (Cj-Cio-alkylJamino; di(Ci-C 1(r 
alkyl)amino; (Cj-Q-aIkyI)-CONH-; unsubstituted and at least monosubstituted phenyj- 
CONH- and phenyl-S02-0-, the substituents of which are selected from the group consisting 
of halogens, pseudohalogens, CH 3 and methoxy; (C r C 6 -alkyl)S02-0-; unsubstituted and at 
least monosubstituted (Cj-Q-aDcyl^O, the substituents of which are selected from the group 
consisting of F, di(Ci-C 3 -alkyl)amino, pyirolidinyl and piperidinyl; and phenyl-CO, the 
phenyl part of which can be substituted by one or more substituents from the group consisting 
of Ci-C3-alkyl, halogens and methoxy, 

A is selected from the group consisting of CH 2 , CHOH and CH-(C 1 -C 3 -aUcyl); 
B is selected from the group consisting of CH 2 and CH-<Ci-C 3 ~alkyl); 
R 5 is a group Ar or a group Hetar both of which can be unsubstituted or carry one or 
more substituents selected from the group consisting of; halogens; pseudohalogens; NH 2 ; 
unsubstituted and at least monosubstituted Ci-Cio-alkyl, C 2 -C 10 -al]cenyl 7 QrCValkynyl, d- 
C 3 o-alkoxy, (Ci-Cio-alkyl)ainino, and di(Ci-Cio-aIkyl)amino, the substituents of which are 
selected from the group consisting of F, OH, Cj-Cg-alkoxy, aiyloxy, (Ci-C B -alkyl)meroapto 3 
NH 2 , (C r C 8 -alkyl)ammo, anddifC^^alkyDamino; C3-C5-alkandiyl; phenyl; heteroaryl; 
aryl- or heteroaryl-substituted Ci-C 4 -alkyl; CF 3 ; N0 2 ; OH; phenoxy; benzyloxy; (Cj-Cio- 
alkyl)COO; SCOJnJR 20 ; SH; phenylamino; benzylamino; (Cj-do-alkyO-CONH-; (C r C 2( r 
alkyO-CONCd-C^-alkyl)-; phenyl-CONH-; phenyl-CONCC^-alkyl)-; heteroaryl-CONH-; 
heteroaryl-CON(C r C 4 -alkyl)-; (C,-C 1(r alkyIK;0; phenyl-CO; heteroaryl^CO; CFrCO; - 
OCH 2 0-; -OCF 2 0-; -OCH 2 CH 2 0-; -CHzCIfcO-; COOR 21 ; CONR^R 23 ; CNHCNHz); 
SOzNR 2 ^ 25 ; R 26 S0 2 NH-; R 27 S0 2 N(C^C6-a]kyl> ; and saturated and at least monounsaturated 
aliphatic, mononuclears- to 7-membered heterocycles containing 1 to 3 heteroatoms selected 
from the group consisting of N, O, and S, which heterocycles can be substituted by one or 
more substituents selected from the group consisting of halogens, Ci.C 3 -alkyl, Ci.CValkoxy, 
OH, oxo and CF 3l and wherein said heterocycles can optionally be condensed to the said 
group Ar or the said group Hetar; and wherein all aryl, heteroaryl, phenyl, aryl-containing, 
heteroaiyl-containing and phenyl-containing groups, which arc optionally present in the said 
substituents of the said group Ar or the said group Hetar, can be substituted by one or more 
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substituents selected from the group consisting of halogens, pseudohalogens, Ci-C 3 -aIkyI, 
OH, Ci-C 3 -alkoxy, and CF 3 ; 

R 6 is selected from the group consisting of: H; Cj-Cio-alkyl, which can be substituted 
by one or more substituents selected from die group consisting of F, Ci-Cg-alkoxy, and di(Ci- 
C 8 -alkyI)amino; aryl-(Ci-C 4 -alky]) andheteroaryl-Cd-C^alkyl), which can be substituted by 
one or more substituents selected from the group consisting of halogens, Ci-C 4 -alkoxy, and 
di(Ci-Q-alkyl)amino; 

R 7 is selected from the group consisting of: H; Ci-Qo-alkyl which can be substituted 
by one or more substituents selected from the group consisting of F, Ci-Q-alkoxy, dKQ-Cg- 
alkyl)amino and phenyl; phenyl; indanyl; and heteroaryl; and wherein each of the 
aforementioned aromatic groups can be unsubstituted or carry one or more substituents from 
the group consisting of halogens, pseudohalogens, 
Ci-Ca-alkyl, Ci.C3-alkoxy and CF 3 ; 
R 8 isHord-C2o-alkyl; 

R 9 is selected from the group consisting of: Ci-Cio-alkyl which can be unsubstituted 
or carry one or more substituents from the group consisting of: F, (Ci-C 4 )-alkoxy, di(Ci-C 3 - 
alkyl)amino; and unsubstituted and at least monosubstituted phenyl and heteroaryl, the 
substituents of which are selected from the group consisting of C,-C 3 -alkyl, Ci-C 3 -alkoxy, 
halogens, pseudohalogens, and CF 3 ; 

R 10 independently has the same meaning as R 7 ; 

R 11 independently has the same meaning as R 8 ; 

R 12 independently has the same meaning as R 6 ; 

R 13 is selected from the group consisting of: H; Ci-Qs-aDcyl; unsubstituted and 
substituted phenyl, benzyl, heteroaryl, (Q-Q-alkylVCO, phenyl-CO, and heteroaryl-CO, the 
substituents of which are selected from the group consisting of halogens, pseudohalogens, Cj- 
C 3 -alkyl, Ci-C 3 -alkoxy, and CF 3 , and wherein one or more of these substituents can be 
present; 

R 14 independently has the same meaning as R 13 ; 

R 15 is selected from the group consisting of: H; Ci-<VaIkyl; (C,-C 3 -alkoxy)-C^C 3 - 
alkyl; and substituted and unsubstituted benzyl, phenyl and heteroaryl, Hie substituents of 
which are selected from the group consisting of halogens, pseudohalogens, C r C 3 -alkyl, d- 
C 3 -alkoxy, and CF 3 , and wherein one or more of these substituents can be present; 

R 16 is selected from the group consisting of: C^C lcr alkyl which can be substituted by 
one or more substituents selected from the group consisting of F, OH, Ci-C ? -alkoxy t aryloxy, 
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(CrCg-alkyl)mercapto, (Ci-Q-aIkyI)ammo and di(Ci-Q-aIkyl)amino; CF3; and substituted 
and unsubstituted phenyl and heteroaryl, the substituents of which are selected from the group 
consisting of halogens, pseudohalogens, Ci~C3-elkyl, Ci^-alkoxy and CF3, and wherein one 
or more of these substituents can be present; 

R n independently has the same meaning as R 7 ; 

R 18 independently has the same meaning as R 8 ; 

R 19 independently has the same meaning as R 16 ; 

R 20 independently has the same meaning as R 16 ; 

R 21 independently has the same meaning as R 6 ; 

R 22 independently has the same meaning as R 7 ; 

R independently has the same meaning as R ; 

R 24 independently has the same meaning as R 7 ; 

R 25 independently has the same meaning as R s ; 

R 26 independently has the same meaning as R 16 ; 

R independently has the same meaning as R ; 

heteroaryl is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle containing 
one or more heteroatoms selected from the group consisting of N, O, and S ; 

the group Hetar is a 5 to 10-raerabexed, aromatic, mono- or bicyclic heterocycle 
containing one or more heteroatoms selected from the group consisting of N, O, and S; 

aryl is phenyl* naphth-l-yl or naphth-2-yl; 

the group Ar is phenyl, naphth-l-yl or naphth-2-yl; and 

m is 0, 1 or 2. 

8. (Withdrawn) The method according to claim 7, wherein in the formula (I) 

R 1 is selected from the group consisting of. H: Ci-C 4 -alkyl; Ci-C4-aLkoxy; CF3; 
halogens; pseudohalogens; (Ci-C 4 -alkyl)-S(0) m -; and unsubstituted and at least 
monosubstituted phenyl and heteroaryl, the substituents of which are selected from the group 
consisting of halogens, pseudohalogens, Ci-C 3 -alkyl, Ci-C 3 -alkoxy and CP3, and wherein 
heteroaryl is selected from the group consisting of 5- and 6-membered heterocycles 
containing one or more heteroatoms from the group consisting of N, O, and S; 

R 2 and R 3 are independently from each other selected from the group consisting of: 
H; halogens; pseudohalogens; and Ci-C 3 -alkyl; 

R 4 independently has the same meaning as R 1 ; 

A is selected from the group consisting of CH2 and CHOH; 
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B is selected from the group consisting of CH 2 and CH-CH 3 ; 
R 5 is a group Ar or a group Hetar both of which can be unsubstituted or carry one or 
more substituents selected from the group consisting of: halogens; CN; NH 2 ; unsubstituted 
and at least monosubstituted Ci-C*-alkyl, C2-C 8 -aikenyl, QKValkynyl, Ci-Cg-alkoxy, (Cj- 
C 8 -alkyl)amino, and di(Ci-C 8 -alkyl)amino, the substituents of which are selected from the 
group consisting of F, CrQralkoxy, phenoxy, (Ci<Valky])mercapto, NH 2 » (Ci-C 6 - 
alkyl)amino, and di(Ci-C 6 -alkyl)amino; C3-C 5 -alkandiyl; phenyl; heteroaryl; phenyl- or 
heteroaryl-substituted Ci-C 2 -alkyl; CF 3 ; OH; phenoxy; benzyloxy; (Ci-(^^kyl)COO; 
S(0) m (C!-C e )^aIkyl; S(0) m -phenyl; S(OWheteroaryl; SH; phenylamino; benzylamino; (d- 
C 6 -aIkyl)-CONH-; (Ci-C 6 -aIkyl)-CON(Ci-C 4 -aIkyl)-; phenyl-CONH-; phenyl-CON(Ci-C4- 
alkyl)-; heteraaxyl-CONH-; heteroaryJ<:ON(Ci-C4-alkyl)-; (Ci-Ce-alkyl^CO; phenyl-CO; 
heteroaryl-CO; CF 3 -CO; -OCH 2 0-; ~OCF 2 Os -OCH 2 CHaO-, -CH 2 CH 2 0-; COO(Cj-C 6 -alkyl); 
^CONH 2 ; -CONH(C,-C 6 -alkyJ); -CON(di(Ci-C6-alkyl)); CNH(NH 2 ); -SCbNHfe; SO^m(C x - 
Qs-alkyl); -SOzNHfphenyl); -SO^diCCi^-alkyl)); (Ci^alkyOSOjNH-; (C,<^- 
alkyOSOzNCCi-C^-alkyl)-; phenylnS0 2 NH-; phenyl-S0 2 N(C r C6-alkyl)s heteroaryl^OsNH-; 
heteroaryl-SO^Ci-Q-alkyl)-; and saturated and at least monounsaturated aliphatic, 
mononuclear 5- to 7-merobered heterocycles containing 1 to 3 heteroatoms selected from the 
group consisting of N, O and S, which heterocycles can be substituted by one or more 
substituents selected from the group consisting of halogens, Ci-C 3 -aIkyl, Ci_C 3 -alkoxy, OH, 
oxo and CF 3 , and wherein said heterocycles. can optionally be condensed to the said group Ar 
or the said group Hetar; and wherein all heteroaryl, phenyl, heteroaryl-containing and phenyl- 
containing groups, which are optionally present in the said substituents of the said group Ar or 
the said group Hetar, can be substituted by one or more substituents selected from the group 
consisting of halogens, pseudohalogens, Cj-C 3 -alkyl, OH, Ci-C 3 -alkoxy, and CF 3 ; 

heteroaryl is a 5 to 10-membered, aromatic, mono- or bicycbc heterocycle containing 
one or more heteroatoms selected from the group consisting of N, O, and S; 

the group Hetar is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 
containing one or more heteroatoms selected from the group consisting of N ? O, and S; 

the group Ar is phenyl, naphth-l-yl or naphth-2-yl; and 

m is 0 or 2. 

9. (Withdrawn) Hie method according to claim 7, wherein in the formula (I) 
R 1 is H, halogen or C]-C 4 -alkyl; 
R 2 and R 3 are each H; 
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R 4 independently has the same meaning as R 1 ; 
AisCIfc; 

R 5 is phenyl or a group Hetar both of which can be unsubstituted or carry one or more 
substituents selected from the group consisting of: halogens; CN; NH 2 ; unsubstituted and at 
least monosubstituted Ci-Ce-alkyI, C^-Qj-alkenyl, ^-Q-alkynyl, Ci-CValkoxy, (C a «Cr 
alkyDamino, and di(Ci-C 4 -alkyl)amino, the substituents of which are selected from the group 
consisting of F, Ci-C 3 -alkoxy, (d-Cs-alkyDmercapto, andNH 2 ; C 3 -C5-alkandiyl; phenyl; 
heteroaryl; phenyl- or heteroaryl-substituted Ci-C 2 -alkyl; CF 3 ; OH; (Ci-C4-alkyl)COO; 
S(OXn(Ci-C 4 )-alIcyl; (Q-C^alkyD-CONH-; (d-C^alkyD-CONCd-C^alkyl)-; (C r C 4 -alkyl)- 
CO; phenyl-CO; heteroaryl-CO; CF 3 -CO; -OCKtP-; -OCF2O-; -OCH2CH2O-; - 

CH 2 CH 2 0-; COOCCrC^-alkyl); -CONH 2 ; -CONH(C 1 -C 4 -alkyl); -CON(di(Ci-C4-alkyl)); 
CNH(NH2); -SO2NH2; -S02NH(Ci-C 4 -alkyl); -S0 2 NH(phenyl); -S02N(di(C r C 4 .alkyl)); (C r 
C 4 -alkyDS0 2 NH-; (C 1 -C 4 -alkyl)S0 2 N(CrC 4 -alkyl)-; and saturated and at least 
monounsaturated aliphatic, mononuclear 5- to 7-membered heterocycles containing 1 to 3 
heteroatoms selected from the group consisting of N, O, and S, which heterocycles can be 
substituted by one or more substituents selected from the group consisting of halogens, C1-C3- 
alkyl, Ci-C 3 -alkoxy, OH, oxo and CF 3 , and wherein said heterocycles can optionally be 
condensed to the said phenyl or the said group Hetar; and wherein all heteroaryl, phenyl, 
heteroaryl-containin g and phenyl-containing groups, which are optionally present in the said 
substituents of the said phenyl or the said group Hetar, can be substituted by one or more 
substituents selected from the group consisting of halogens, pseudohalogens, Ci-C3-alkyl, 
OH, CrC 3 -alkoxy, and CF 3 ; 

heteroaryl is a 5 to 10-membercd, aromatic, mono- or bicyclic heterocycle containing 
one, two or three heteroatoms selected from the group consisting of N, 0, and S; 

the group Hetar is a 5 to lO-membened, aromatic, mono- or bicyclic heterocycle 
containing one, two or three heteroatoms selected from the group consisting of N, O, and S; 
and 

mis0or2. 

10, (Withdrawn) The method according to claim 7, wherein in the formula (I) 
R 1 is H, halogen or d-C 4 -alkyl; 
R 2 and R 3 are each H; 

R 4 independently has the same meaning as R 1 ; 
A and B are each CH 2 ; 
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R is phenyl or a group Hetar both of which can be unsubstituted or carry one or more 
substituents selected from the group consisting of: F; CI; Br; Ci-Ca-alkyl; C]-C 3 - 
alkoxymethyl; 2-amino-3 ,3,3 -trifluoro-propyl-; CF 3 ; C 3 -C 5 -alkandiy]; phenyl; heteroaryl; 
benzyl; heteioaryl-methyl; OH; d-C 3 -alkoxy; phenoxy; trifluoromethoxy; 2,2,2- 
trifluoroethoxy; (Ci-C4-alkyl)COO; (Ci-C3-alkyI)mercapto; phenylmercapto; (C1-C3- 
alkyl)sulfonyl; phenylsulfonyl; NH 2 ; (Ci-C4~alkyl)amino; di(Ci~C*-aIkyl)amino; (C1-C3- 
alfcyl)-CONHs (Ci-Ca-alkyD-SOaNH-; (C,-C 3 -alkyl)-CO; phenyl-CO; ~OCH 2 0-; -OCF 2 0-; - 
CH 2 CH 2 0-; COO(C,-Q-alkyl); -CONH 2 ; -CONH(Ci-C4-a]kyl); -CON(di(Ci^al]cyl)); CN; 
-SO2NH2; -S02NH(Ci-C 4 -alkyl); -S0 2 N(di(CrC 4 -aIkyl)); pyrrolidinyl; piperidinyl; 
morpholinyl; and thlomorpholinyl; and wherein all heteroaryl, phenyl, heteroaryl-containing 
and phenyl-containing groups, which are optionally present in the said substituents of the said 
phenyl or the said group Hetar, can be substituted by one or more substituents selected from 
the group consisting of halogens, pseudohalogens, Ci-C3-alkyl f OH, Ci-Cs-alkoxy, and CF 3 ; 

heteroaryl is selected from the group consisting of: furyl, pyrrolyl, thienyl, thiazolyl, 
isothiazolyl, oxazolyl, isoxazolyl, pymolyl, imidazolyl, pyridazinyl, pyrazinyl, pyridyl, 
pyrimidinyl, beiizoimidazolyl, benzthiazolyl, benzoxazolyl, quinolinyl, isoquinolinyl, 
quinoxalinyl, quinazolyl, indolyl, benzofuranyl, benzodioxolyl, benzothiophenyl, and 
indazolyl; 

the group Hetar is selected from the group consisting of: furyl, pyrrolyl, thienyl, 
thiazolyl, isothiazoly!, oxazolyl, isoxazolyl, pyrazolyl, imidazolyl, pyridazinyl, pyrazinyl, 
pyridyl, pyrimidinyl, benzoimidazolyl, benzthiazolyl, benzoxazolyl, quinolinyl, isoquinolinyl, 
quinoxalinyl, quinazolyl, indolyl, benzofuranyl, benzodioxolyl, benzothiophenyl, and 
indazolyl. 

1 1. (Withdrawn) The method according to claim 7, wherein in the formula (I) 
R l is H, halogen or Ct-C 4 -alkyl; 
R 2 and R 3 are each H; 
A and B are each CH2; 

R 5 is selected from the group consisting of: 4-fluorophenyl, 4-chIorophenyI, 4- 
bromophenyl, 4-(Ci-C3-alkoxy>.pbenyI > 4-trifluoromethoxyphenyl, 2-bromo-4-fluorophenyl, 
2-chloro-4-fluorophenyI, 3,4-dimethylphenyl, 2,4-dimethylphenyl, 4-chloro-2-methylphenyI, 
2-hydroxy-4-methylphenyl, 2-hydroxy-4-ethoxyphenyl, 2-methoxy-4-methylphenyI, 4- 
phenoxyphenyl, 3-fluoro-4-methylphenyl,benzo[l»3]dioxol-5-yl 7 2,2-difluoro- 
benzo[l ,3]dioxol-5-yl, 2,3-dihydrobenzofuran-5-yI, l-(4-chloro-phenyl>-5-trifluoromethyl- 
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lH-pyrazok-4-yl, l-(4-fluoro-phenyl)-3,5-<limethyl-lH-pyrazole-4-yl, lH-benzotriazoIe-5-yl, 
lH-indo!e-4-yl 7 lH-indoIe-6-yl 7 1 -isopropy]-2~trifluoromethyl- lH-benzoimidazole-5-yl, 1- 
methyl-3-oxo-l >2 7 3,4-tetrahydrO"quinoxaline-6-yl, l-phenyl-5-trifluommethyl-lH-pyiazole-4- 
yl, 2^(2-hydroxy-pyriddn^-y])-lH-benzoimida2ole-5-y3 7 2-(4-cyano-phenyl)-lH- 
benzoimidazole-5-yU 2/4-dimethyl-oxazole-5-yI, 2,4^methyI~pyrinudine-5-yl s 2,4-dimethyl- 
thiazole-5-yl, ^S-diroethyHH-pyirole-S-yl, 2,5-dimethyl-l -phenyl- lH-pyrrole-3^yl, 2,5- 
dimethyl-l-pyridin^-ylmethyl-lH-pyirole-3-yl, 2,5-dimethyl-2H-pyrazoIfc-3-yl, 2,6-dichlgro- 
pyrid-3-yl, 2,6-dimethoxy-pyiid-3'y] 7 2,6-dimethyl-pyrid-3-yl t 2-aminO"4 > 6-dimethyl-pyrid-3- 
yL, 2-amino-6-chloro-pyrld-3-yl > 2-amino-pyrid-3-yl, 2-chIoro-6-n>ethyI-pyrid-3^yl, 2-chloro- 
pyrid-4-yU 2-cyclopropyl-^methyl-thiazole-5-yl I 2-dimethylamino^methyI-thiazole-5-yl f 2- 
dimethylamino-pyrid-4-yI, 2^ethyl-5-methyl-2H-pyrazole-3-yJ, 2-hydroxy-6-methyl-pyrid-3- 
y], 2-raethyI-lH-benzcamidazole-5-yl, 2-methyI-3H-benzoimidazole-5-yl, 2-methyl-pyrid-3- 
yl, 2-methyl-6-trifluoromethyl-pyrid-3-yI, 2-methyl-thiazole-5-yl, 2-morpholm-4-yl-pyridin- 

4- yl, 2-morphoUn^yl-pyrimidine-5-yl, 2-pynt>btf n-l-yl-pyridin-4-yl, 3,5-dimethyl-lH- 
pyrazole-4-yl, 3-amino-5,6-diinethyl-pyrazine-2-yl ) 3-amino-5-methyl-pyrazji)e-2-yl, 3- 
amino-pyrazine-2-yl, 3-dimethylamino-4-.methyl-phenyI, 3-dimethylamino-phenyl, 3H- 
benzoimidazole-5-yl, lH^benzoimidazole-5-yl, 3-metbajiesuJfonylamino-2-methy^phenyl, 3- 
methanesulfonylamino-pbenyl, 3-methyl-isoxazole>4-yl 3-morphoIin-4-yl-phenyl, 3^ 
pipfcridin-l-yl-pheiiyl, 3-pynolidin-l-yl-pheny], 4-(2^ ) 2^trifluoro-ethoxy)-phenyl, 4,6- 
dimethyl-pyrid-3-yI, 4-amino-2^thylsulf^ 4-aimno-2-methy]-pyrirriidine- 

5- yl f 4^hloro-3-niethaiiesulfonylaniin<>pheiiyl, 4-cWoro-3-sulfaiDoyl-phenyl, 4-methyI-3- 
methylamino-phenyl, 4-methyl-thiazole-S-yl, pyridine-2-yl, S^J^-tetrahydro-quinoljlne-S-yl, 
5-amino-l-pheDyl-lH-pyiazoJe-4-yl, 5-methanesuIfonyl-2-methyI-phenyl s 5-methyI-l -phenyl- 
lH-pyrazole-4-yl, 5-methyl-isoxazole-3-yl, S-niethyl-pyiid-3-yl, S-methyl-pyrazine-2-yl, 6- 
chloro-pyrid-3-yl 7 6-cyano-pyrid-3-yl 7 6-dimethylamino-pyrid-3-yl 7 6-ethynyl-pyrid-3-yl, 6- 
roethoxymeihyl-pyrid-3-yl, 6-methoxy-pyrid-3-yl, 6-methyl-2-methyl amino-pyrid-3-yl, 6- 
methyIamino-pyrazin&-2-yl > 6-methyl-pyrid-3-yI 7 6-morpholin-4-yI-pyrid-3-yI, 6-pyrrolidin-l- 
yl-pyrid-3-yl, imidazo[l,2-a]pyridine-2-yl 9 6-trifluoromethyl-pyrid-3-yl, pyrimidine-4-yl, 4- 
methylsulfanylphenyl, 4-ethylsulfanylphenyl, 3-methoxycarbonyIphenyl, 4- 
methoxycarbonylphenyl, 3-ethoxycarbonyipheny], 4-ethoxycarbonylphenyl, 2-bromo*4- 
chlorophenyl, 2 t 3-dichlorophenyl 7 3-chloro-4-(propane-2-sulfQi)yl)-thiophene-2-yl, 4-bromo- 
2-chlorophenyl, 4-nxethoxyphenyl, 4-ethoxyphenyl, 3-methoxyphenyl, 3-ethoxyphenyl, 2- 
methyl^thiophene-3-yl, 3-chloro4^methyI-thiophene>2-yl, 5-bromo-thiophene-2-yl, 5-chloro- 
thiophene-2-yl, 5-methyl^thiophene-2-yl 7 4-methyl-thiophene-2-y], 3-methyl-ttoophene-2-yl, 
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5^acetyl-thiophene-2-yl, pyridine-3-yl, pyridine-4-yl, 4-trifluoromBthyl-phenyl, 4- 
ethylanunophenyl, 4-methylarjunophenyl, 2-aininophenyl, 4-bromo-2-fluoro-phenyl, 2- 
chloro-phenyl, 3-chloro-4-methyl-phenyK 4-chloro-3-methyl-phenyl, 2-chloro-3-methyl- 
phenyl, 2-methyl-phenyl, 2-acetoxy-4-methyl-phenyl, 2-acetoxy-4-ethoxy-phenyl, 2-aceto*y- 
4-methoxy-phenyl, 4-trifluoromethylsulfanyl-phenyl, naphthalene-2-yI, l,l-dimethyl-indan-4- 
yl, 3-isobutyrylamino-phenyl 7 3-(2 > 2-dimethylpropionylamino)-phen5l, 2-bromophenyl, 2- 
fluorophenyl, 3-bromo-5-methyl-thiophane-2-yl, 3^hloro-6-fluoro-benzo|>]thiopheiie-2-yl 
and 3,4-dichloro-benzo[b]thiophene-2-yl. 

12. (Withdrawn) The method according to claim 7, wherein the compound 
according to formula (I) is selected from the group consisting of: 

N-indan-2-yl^trifluoroinethyI-benzamide, 5-bromo-thiophene-2-carboxylic acid 
indan-2-ylamide, 2-hydroxy-N-indan-2-yl^inethyl-benzamidfi > 4-ethylsulfanyl-N-indan-2- 
yl-benzamide, 2,2-difluoro-benzo [ 1 ,3 ] di oxole- 5-carboxytic acid indan-2-ylaroide, 2 S 5- 
dimethyl-l-pyridin^-ylmethyl-lH-pym)le-3-carboxylic acid indan-2-ylajnide, 2,3-dihydro- 
benzofuran-5-carboxylic acid indan-2-ylamide, lH-indole-6-carboxylic acid indan-2-ylamide, 
acetic acid 2-(indan-2-ylcarbamoyl)-5-methyl-phenyl ester, 2-amino-N-indan-2-yI-benzamide, 
2^-dimethyl-lH-pyrrole-3-carboxylic acid indan-2-ylanridc, 5-methyl-thiophene-2-carboxylic 
acid indan-2-ylamide, 3-chloro-4-methyl'thiophene-2-carboxylic acid indan-2-ylamide, 3- 
methyl-thiophene-2-carboxylic acid indan-2~ylamide, N-indan-2-yl-4-methylamino- 
benzanride, N-indan-2-yM-methylsulfanyl-benzainjde t 3-chloro-4-(propane-2-sulfonyl)- 
thiophene-2-carboxylic acid indan-2-ylamide, 5-inethyI-l-phenyl-lH-pyrazole-4-carboxylic 
acid indan-2-ylarnide, 5-acetyl-thiophene-2-carboxylic acid indan-2-ylamide, and 2-chloro-N- 
indan-2-yl^-ir^thyl-nicotinamidfi. 

13. (Withdrawn) The method according to claim 7, wherein the mammal is a 

human. 

14. (Withdrawn) The method of treating in a mammal a disease from the group 
consisting of cardiovascular diseases, stable or unstable angina pectoris, coronary heart 
disease, Prinzmetal angina, acute coronary syndrome, heart failure, myocardial infarction, 
stroke, thrombosis, peripheral artery occlusive disease, endothelial dysfunction, 
atherosclerosis, restenosis, endothelial damage after PTCA, hypertension, essential 
hypertension, pulmonary hypertension, secondary hypertension, renovascular hypertension, 

21 of 27 

DEAV2001/0004USNP 



PAGE 23/29 * RCVD AT 2/912005 4:42:41 PM [Eastern Standard Time] * SVR:USPT0-EFXRM/2 * DNIS:8729306 * CSID:908 231 2626 * DURATION (mm-ss):09-00 



PEB. 9. 2005 4:54PM AVENTIS US PAT DEPT 



NO. 2131 P. 24 



chronic glomerulonephritis, erectile dysfunction* ventricular arrhythmia, diabetes, diabetes 
complications, nephropathy, retinopathy, angiogenesis, asthma bronchiale, chronic renal 
failure, cirrhosis of the liver, osteoporosis, restricted memory performance or a restricted 
ability to learn, or the lowering of cardiovascular risk of postmenopausal women or after 
intake of contraceptives, which method comprises administering to said mammal a 
physiologically active amount of a compound according to the general formula (I) as defined 
in claim 7, in any of its stereoisomers forms or a mixture thereof in any ratio or a 
pharmaceutical acceptable salt thereof. 

15. (Withdrawn) The method of treating in a mammal a disease from the group 
consisting of cardiovascular diseases, stable or unstable angina pectoris, coronary heart 
disease, Prinzmetal angina, acute coronary syndrome, heart failure, myocardial infarction, 
stroke, thrombosis, peripheral artery occlusive disease, endothelial dysfunction, 
atherosclerosis, restenosis, endothelial damage after PTCA, hypertension, essential 
hypertension, pulmonary hypertension, secondary hypertension, renovascular hypertension, 
chronic glomerulonephritis, erectile dysfunction, ventricular arrhythmia diabetes, diabetes 
complications, nephropathy, retinopathy, angiogenesis, asthma bronchiale, chronic renal 
failure, cirrhosis of the liver, osteoporosis, restricted memory performance or a restricted 
ability to learn, or the lowering of cardiovascular risk of postmenopausal women or after 
intake of contraceptives, which method comprises administering to said mammal a 
physiologically active amount of a compound according to the general formula (I) as defined 
in claim 8, in any of its stereoisomeric forms or a mixture thereof in any ratio or a 
phannaceutically acceptable salt thereof. 

16, (Withdrawn) The method of treating in a mammal a disease from the group 
consisting of cardiovascular diseases, stable or unstable angina pectoris, coronary heart 
disease, Prinzmetal angina, acute coronary syndrome, heart failure, myocardial infarction, 
stroke, thrombosis, peripheral artery occlusive disease, endothelial dysfunction, 
atherosclerosis, restenosis, endothelial damage after PTCA, hypertension, essential 
hypertension, pulmonary hypertension, secondary hypertension, renovascular hypertension, 
chronic glomerulonephritis, erectile dysfunction, ventricular arrhythmia, diabetes, diabetes 
complications, nephropathy, retinopathy, angiogenesis, asthma bronchiale, chronic renal 
failure, cirrhosis of the liver, osteoporosis, restricted memory performance or a restricted 
ability to learn, or the lowering of cardiovascular risk of postmenopausal women or after 
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intake of contraceptives, which method comprises administering to said mammal a 
physiologically active amount of a compound according to the genera] formula (I) as defined 
in claim 9, in any of its stereoisomers forms or a mixture thereof in any ratio or a 
pharmaceutical^ acceptable salt thereof. 

17. (Withdrawn) Hie method of treating in a mammal a disease from the group 
consisting of cardiovascular diseases, stable or unstable angina pectoris, coronary heart 
disease, Prinzmetal angina, acute coronary syndrome, heart failure, myocardial infarction, 
stroke, thrombosis, peripheral artery occlusive disease, endothelial dysfunction, 
atherosclerosis, restenosis, endothelial damage after PTCA, hypertension, essential 
hypertension, pulmonary hypertension, secondary hypertension, renovascular hypertension, 
chronic glomerulonephritis, erectile dysfunction, ventricular anhythmia, diabetes, diabetes 
complications, nephropathy, retinopathy, angiogenesis, asthma bronchiale, chronic renal 
failure, cirrhosis of the liver, osteoporosis, restricted memory performance or a restricted 
ability to learn, or the lowering of cardiovascular risk of postmenopausal women or after 
intake of contraceptives, which method comprises administering to said mammal a 
physiologically active amount of a compound according to the general formula (I) as defined 
in claim 10, in any of its stereoisomeric forms or a mixture thereof in any ratio or a 
pharmaceutically acceptable salt thereof. 

18. (Withdrawn) The method of treating in a mammal a disease from die group 
consisting of cardiovascular diseases* stable or unstable angina pectoris, coronary heart 
disease, Prinzmetal angina, acute coronary syndrome, heart failure, myocardial infarction, 
stroke, thrombosis, peripheral artery occlusive disease, endothelial dysfunction, 
atherosclerosis, restenosis, endothelial damage after PTCA, hypertension* essential 
hypertension, pulmonary hypertension, secondary hypertension, renovascular hypertension, 
chronic glomerulonephritis, erectile dysfunction, ventricular arrhythmia, diabetes, diabetes 
complications, nephropathy, retinopathy, angiogenesis, asthma bronchiale, chronic renal 
failure, cirrhosis of the liver, osteoporosis* restricted memory performance or a restricted 
ability to learn, or the lowering of cardiovascular risk of postmenopausal women or after 
intake of contraceptives, which method comprises administering to said mammal a 
physiologically active amount of a compound according to the general formula (I) as defined 
in claim 1 1, in any of its stereoisomeric forms or a mixture thereof in any ratio or a 
pharmaceutically acceptable salt thereof. 

23 of 27 

DEAV200 1/0004 US NP 



PAGE 25/29 ' RCVD AT 2/9/2005 4:42:41 PM [Eastern Standard Time] ' SVR:USPT0-EFXRF-1/2 * DNIS:8729306 * CSID:908 231 2626 * DURATION (mm-ss):09-00 



F'EB, 9. 2005 4:54PM AYENTIS US PAT OEPT 



NO. 2131 P. 26 



19. (Withdrawn) The method of treating in a mammal a disease from the group 
consisting of cardiovascular diseases, stable or unstable angina pectoris, coronary heart 
disease, Prinzmetal angina, acute coronary syndrome, heart failure, myocardial infarction, 
Stroke, thrombosis, peripheral artery occlusive disease, endothelial dysfunction, 
atherosclerosis, restenosis, endothelial damage after PTCA, hypertension, essential 
hypertension, pulmonary hypertension, secondary hypertension, renovascular hypertension, 
chronic glomerulonephritis, erectile dysfunction, ventricular arrhythmia, diabetes, diabetes 
complications, nephropathy, retinopathy, angiogenesis, asthma bronchiale, chronic renal 
failure, cirrhosis of the liver, osteoporosis, restricted memory performance or a restricted 
ability to learn, or the lowering of cardiovascular risk of postmenopausal women or after 
intake of contraceptives, which method comprises administering to said mammal a 
physiologically active amount of a compound according to the general formula (ft as defined 
in claim 12, in any of its stereoisomeric forms or a mixture thereof in any ratio or a 
pharmaceutically acceptable salt thereof. 

20. (Withdrawn) The method according to any one of claims 14-19, wherein the 
mammal is a human. 

21 . (Original) A pharmaceutical preparation comprising an effective dose of at 
least one compound of the formula (I) as defined in claim 1 in any of its stereoisomer^ forms 
or a mixture thereof in any ratio and/or a pharmaceutical^ acceptable salt thereof and a 
phannaceutically acceptable carrier. 

22. (Original) A pharmaceutical preparation according to claim 21, which 
pharmaceutical preparation is in the form of a pill, tablet, lacquered tablet, sugar-coated tablet, 
granule, hard or soft gelatin capsule, aqueous, alcoholic or oily solution, syrup, emulsion or 
suspension, suppository, solution for injection or infusion, ointment, tincture, spray, 
transdermal therapeutic systems, nasal spray, aerosol mixture, microcapsule, implant or rod. 

23. (Withdrawn) A method for the synthesis of a compound according to claim 1 , 
which method comprises the coupling reaction of the respective indanyl amine with an 
appropriate acid or acid chloride in the presence of an appropriate base and/or an appropriate 
coupling agent, optionally followed by a functionalization of the thus-obtained compound. 
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24. (New) The acylated indanyl amine according to claim 1 selected from the 
group consisting of benzo[UJmoxol-5-carboxykc-aeid (5-nitro-indan-2-yl)-aroide f 
benzo[l,3]dioxol-5-carboxylic-acid (6^hlor-l-hydroxy-indan-2-yl)-amide, 2,2-difluoro- 
benzo[l,3]dioxol-5-carboxylic acid indan-2-ylamide, and ben20[I,3Jdioxol-5-carboxylic acid 
indan 2-yl-amide. 

25. (New) The acylated indanyl amine according to claim 24, which is 2,2- 
difluoro-benzoEl^dioxol-S-carboxyUc acid indan-2-yl amide. 

26. (New) A pharmaceutical preparation comprising an effective dose of at least 
one compound of claim 24 and a pharmaceutic ally acceptable carrier. 

27. (New) A pharmaceutical preparation according to claim 26, which 
pharmaceutical preparation is in the form of a pill, tablet, lacquered tablet, sugar-coated tablet, 
granule, hard or soft gelatin capsule, aqueous, alcoholic or oily solution, syrup, emulsion or 
suspension, suppository, solution for injection or infusion, ointment, tincture, spray, 
transdermal therapeutic systems, nasal spray, aerosol mixture, microcapsule, implant or rod. 
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